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hDVJJ?jJfx5^V (JBJ^Tx TPO) &^^^^lia(^:$)-<b • il 

Ml^fiJ^UXiL/h^^^^^^iS-r^r i: ;as^^$tlfc (Kaushansky K. et al.. 
Nature, 369,568-571, 1994)o TPO \t'f'^\Z.^/\M'^^\h \^X'm^^m.1i^'^t>f\. 

X^v). t h-C(^^.ffitt^:S,^i4«M$tLoofeS„ L;i^L. TPO (0~mx 
fe § PEG-rHuMGDF (TPO (O N b 163 # S 6t ^ ^ y ct^^ 

(Vadhan-RajS,SeminHematol.,37(suppl.4),2.8-34,2000) fcfe, TPO ©i^^iltt 

%o(n>x^ m^^H-mnh\.x\t.%^mx\yi\--.. i^^<^s*t{S5>^-<>^^ 
^(Dsk/mi^^M(ommm^htix^^^o 

(0*H^fFa^^Mii#PB¥ 11-152276 -t). fc^nn:7a:-^v;^!Ji;?>^^ 
10-212289-^). fc'pn^iJ'/W ^ K^^i*(lHl#M 2000-44562-^). 
Ti^/Vt K7>^VM^#: (Hl^^Pi W099/11262). v^T^-f vy^^^ (|^ 
WO2000/35446). fc°n n ;^ /W^ i/— /V^^f^ (|^ WO98/09967) ;0S^btlTV^5o 

WOOl/07423 ■i-{C|B^$n•CV^-5o 
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^^■tut-^m V ^x(Dmm^ h^o'^ii^u w^m^^ n s -m^A)x^\t^ 

WOOl/53267 -^t^lE^$tb-CV^?)o 

X— Y— Z-W^ (B) 

^LT0*llii#|^m 3199451 ^{d. ^l/h. 2-t?gmT ^ / -4-T y -/V^T i/- 
)V.S-4 )\^r ?V-^ymt^^^m.^'^-k^-f^\\:.^mh LT Chemical and 
Pharmaceutical Bulletin 25^9#2292-2299^— v^lCgi^^nTV^?), Ud^U?',? 
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.OCO-^S0T/^^r/^Jt0/^^'{^^';{)^e,fj^SS¥j; 1 
R^: -H> -OH^ -COOH. -COO-^BcTA^/l^, \^X\t2-D(DmSCrjV^J\^^ 

-X- : -CH2-. -0-. -S-X}±-N(R^)-o 
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^J*U<f^. X/6S-N(RV"C'fe!!>> n:65 2Xfi3 T'feSilS— ( I ) T' 
;6S-N(R^)--efc ?) . n 2 Xfi 3 T*fc i9 ^ Ar ;0S.OH, -O-iS^T/U^/V^tJ^-OCO- 
Tt>j;V>7:3z^/v^L< fit""!; i;^/^TfeS±|2-|g^ (I) Vm^ti^^h^^ 

N-[5-(4-^>'i5' t?V-l-^/P)-4-(4-7/V':tn :7ciir=./V)f-T/— /V 

T y — ;V']-4- 1 K n dr ix^vXT ^ K v 

3,5--:^^ h =arv^-N-(5-t;'^ y i^y-l.^/V-4-lf y Py-4-^/i^f-T>^-M2-^Jl-)^ 
4.{[5.(4.i^ ^ a t:"^ 7 v> /P)-4-7 31 r y'— /k-2-^ /V];* 

-efco. n:as2^u<{*3-t?&§±i5-jis:^ (i) XTr^^fi^^t'^^ \xnx 
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(Cm) Jr#:6<J{c}i^J^}i^^/W ^-^^/K T'ptVK -fyi/n 

r-.T^pry-zH tit. mm. mm. mn^(o^T^m^^^ir^^n7b 
y /V. ^ ^ K y /K y ^^-y^r y /^^;05^^f ibti^o <^ ""fi 
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6^{c{iM^{fv':J^a7"ntVK ^y^fxi-f^jv, -y^vi^^\/jv^ i/^uir^^ 

m^. •yx^i^°:t>m. v^ai>^> -^uy^, =iy^^m. y-^/^m. -^y^ym. 
fL^x vy=^m. m^m. ^^y^s :^'$fy:^/i'^y'm. :^^y:^/}^'^ym. 
p. h^i^^y:^/v--^ym. Ty^y<9^ymxiti!fji-i^ ^ ymm<D^mmt(Dmm\i 
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^mmoyt^ K7 5/i/^?F^^-f-SS^ bTfi. Prog. Med. 5:2157-2161(1985){;ifB 

-<-i^{<imm^nx^^^m7!)mifhfi6o 

§ri;55T'#. ^flh(D^m^t\.X\m^\i^')-l^ (Greene) ^t^^'^iy^' 
(Wuts) rprotective Groups in Organic Synthesis (third edition)J K^WlO^^ 
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(^^. RU R2. At. X, nfif&^OS*^, Hal <f Vtr^^-To UTWl^o) 
Xf*^<^K^S:i4il^^^^ ^ (Id) •C^$tL5^^$tbTV^T^>J;v^2-T^ 
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(THF). v';e-^i?->'#<^^>— 7^/V|i ; (EtOAc)^Oa^;^ 
T/VM ; Tir MJ/K N,N-t^7^^/W*:/Wi^r ^ K (DMF) -^i^^^/u;^/!^ 

*^i^K (DMso) #©Kis:{c^?§i47:fc5ira^iifs nwr. }^n7b^^m.y^ 

:loSJ^^^;Iffiv^bi^'5i^^'^b'^^ (id) f^. ±IES^S^T'^$ti5<}: 
^ (la) ■e^$ti/S^T/-/vBI^^©5^iSr^NoyWb1-§::i{;iJ:t){b^ 
m (lb) ^-^J^feU ^feV^•T?3g)t^T5y (ic) <lrf^^^-li:5r ifJ:J:0]^att?# 

Ib'&tJ (lb) «^ili-5r^/j^<i5fe<^S/^?}2:ffiv^Sril5T't?.o 
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Wk;ic^m. :^'flil0 (E). ig^kH? (n) m<Dy^'a^i/im (n) Ho^JSl^m 

^^'fb^'fbTfc^il ; ^-T/l^^ ; ^iJ^y-yl- (MeOH), ol^^^^v (EtOH). 2- 

D /nV -yv (iPrOH) . :t 5^ V ^ y 3 =1 ^jvm ; ^Si^^jbzlc 

; ; ^;^7^/vm ; ^(DKJ^^z.:fm*&fi:^W^m^\t.^\i^Xi\^'km (la) 

(la) ^y^n^i^itmti^Mm. =^-T;vm. r/^=I-/^m^ 3S=#:^>^^b7K 

J; 5 IJ: UT^fetifdb-^i^ (la) {zi^L. dmf. N-7«^/^-2.t'i3 y k>', 
)btT^>' (ic) -fb-a-i^ (Id) ;6S'a'^$n5o cot 
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y. vv ^x-i-ivr ? y. v^^^yw y :/n tv^r ^ y^ n,n-v'^ ^,vr^^) y. 



jr/>-NH, . ^ T/>- 

(la) (lb) 



NH2 



Ar-COjH 
(le) 



'n-s h "^Vs. H 



i^^N >-Ar x^. riAn^ 



(I) 



(Ic) 



(2a) 



;^nm-i. ^imm^^-x.fciom'r^^^^fi^it-^m (m (le) t-^ 
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So 

fc h CD34*^|fliia^ MegaCult™-C (StemCell Technologies ^±) ^ffiV^T 2 well 
chamber VlZXWBmM^^TV 10-14 Bm. 37 'CT'^^bfCo mH<D 

mmmK'^oX. m^Vtc^^. I^^ycoprotem nh/mal^m^Xm'&LfCo 

m^^^fcW^^mm<D 3 i®iJil±0^ffl>^ 1 =1 n:=^-^ L. 1 well htc 19 (^^ p 
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(^1) 





0.3 


1.0 


3.0 




5.2 


19.0 

■ 


34.8 
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muu^(Dtc}^(Dmi^m^mt. mMmcf^m^Mfimm. mmMs mm 

n(ox.ofmmu ■a-^j^j> mmu ^mn. V3Mn^t;^\^x\^x%>^\\ 
^^mun^(Dfl}sb(D'^m\h\.x\t. Mmo7Ki4xf:i^7K'tt(^^wj. mm 

mmn. %im. ^mu m^\ty^ v-:^(Di:on:^mk m^}[S.^;v^% 

ii^i^PiS#0^-^, 1 ^(O^^-mt. Mfefc 9^1^ 0.0001 ~50mg/kg. 0* 
L< \tm 0.001~10 mg/kg im^X, $ L< 0.01~1 mg/kg yO^if^-e 

r:tl^l|lIT'fc5v^^^2:/5M4|lI^^:^^j■T^■^1-5o ^jURS-^^ti^^ 
1 0OS-^S«^Sfc/c!9|^O.OOOl~l mg/kg. 0* L< 0.0001 ~0.1 
mg/kg ;iSig^T% 1 P 1 IlI75MmiS{e::$>ttTfe#i-^o S-^it^&t't. ^1^. 
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3-7;^;e-nTir b^a^y ;x3.0ml, THF 80 mlc^^l^tc, y 31 -/v 7« 5^/^ 
T^'^^ h y :/D ^ K 9.19 g Sr^q^^ta-T? l B#55^#Ufc„ 

^il^^MJES*LT#f?tlfc:aS(^iPrOH50mlc^^lSJC, 5=-;^^^ 3.72 g 

i^^^^-? AT'ltiliU^j^^S^-t-S :Lb\^^^ 3.93 g (7) 2-r ^ y -4-(3-:7/W;e-n 
FAB-MS(M+H)'';195. 

2-r 5 / -4-7 a ^;V^r 1 g, n n itsfVJ^ 20 ml 0.29 ml. 

^ n P3^^/^i^2ml<o^^^^^^TL.^^a^cT305}■rHm#bfcoSi^:^s^©*^. 

^/PJsK y >^ 10 ml Sr*P^ 120t:}J:T 75 :»-r^^#LfCo K^WL^W&m=^\^^ 

eiE^^h y !>A-e^itLfco ^^^i^£E@*#. #btLfcam^ixy 

625 mg (D 1-r ^ V ^-4-'f /W4-7 3i-/^^Ty-/V^#fCo 

UAT, ±IB##^?iJ 2 (DZi^ife IHittc Lxm 2 ~^ 5 ic^-r##^y 3 ~ 5 4 =Sr . 

Rex : 

R : ~B.^^<om.WiM (Me : ^ f-yl^, Et : ^i^^/V, nPr : J jV-r/Uz^n tVl^, Ph : 
Data : ^mit^^f-^ (NMR : 'H-lSfMR 6 (ppm). MS : FAB-MS(M+H)*) 
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m2) 



Rex 


R 


Data 


2 




NMR(CDCl3);2.82-2.89(4H,m),3.79-3.85(4H,m),4.79(2H, 
s).7.22-7.29(1H,m),7.34-7.41(2H,m),8.05-8.11(2H,m). 


3 




NMR(CDCl3);1.89-1.95(4H,m),2.97-3.04(4H,m),4.69(2H, 
s),7.17-7.25(1H,m),7.31-7.34(2H,m),7.94-7.99(2H,m). 


4 


ivie2iN 

On- 


NMR^CDCUVI 79-1 94nH ? 52-2 15MH 2 24fRH 
s),2.81-2.90(1H,m),2.91-2.99(1H,m),3.04-3.21(3H,m),4.7 
6(2H,s),7.22(1 H.tt, J=1 .3H2,7. 1 Hz),7.31-7.38(2H,m),7.93- 
7.97(2H,m). 


5 


On 


NMR(CDCl3);1.47-1.53(2H,m).1.66-1.74(4H.nri),2.79(4H, 
t.J=5.3Hz),4.74(2H s).7.23MH tt J=1 3Hz 7 3Hz) 7 32-7 
39(2H,m),8.09-8. 1 4(2H,nn). 


6 




NMR(CDCl3);2.35(3H,s),2.56(4H,t,J=4.7Hz) 

2.90(4H,t,J=4.7Hz),4.82(2H,s),7.24(1H,tt.J=1.3Hz.7.3H 

z),7.33-7.40(2H,m),8.07-8.12(2H,m). 


7 




NMR(DMS0-d6);1 .49-1 .63(2H,m),1 .76-1 .87(2H,m),2.57- 
2.59(2H,m),2.84-2.92(2H;m),3.64-3.65(1H,m),4.69(1H,d, 
=4.0Hz),6.75(2H.s).7.1 6-7.23(1 H,m),7.30-7.37(2H,m),8.0 
3-8.09(2H,m). 


8 




NMR(DMS0-d6); 1.10-1 .26(1 H.m), 1 .52-1 .65(1 H,m), 1 .68- 
1 .79(1 H.m).1 .80-1 .92(1 H,m),2.21 -2.29(1 H,m),2.32-2.43 
(1 H,m).2. 79-2.89(1 H,m),2.94-3.02(1 H,m).3.59-3.70(1 H, 
m).4.80(1H.d,J=4.4Hz),6.77(2H,s),7.16-7.24(1H,m),7.29- 
7.37(2H,m),8.03-8.08(2H.m). 
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Rex 


R 


Data 


9 


EtO,C^ 


NMR(CDCl3);1 .28(3H,t,J=7.0Hz).1 .83-2.22(4H.m).2.31- 

1H2,11.9Hz),4.16(2H,q,J=7.0H2),4.76(2H,s),7.24(1H,tt,J 
=2.0Hz.7.3Hz).7.33-7.40(2H,m),8.05-8.10(2H.m). 


10 




MS;332. 


11 




NMR(CDCl3);1 .75-1 .91 (4H.m).2.51-2.60(1 H.m),2.84-2.9 
2(3H,m),2.97-3.04(1H,m),4.98(2H,s),5.34(1H,brs),6.14(1 
H,brs),7.26(1 H.tt, J=1 .3Hz,6.4Hz),7.33-7.40(2H,m).7.82- 
7.88(2H,m). 


- 12 


EtjNOC'^'^^ 


NMR(CDCl3);1.06(3H,t,J=7.0Hz),1.14(3H,t,J=7.0Hz),1.6 

A -1 OO/CLJ ma\ AO O-CQ/'ILJ m^X O TO O nA/H LI mm\ O t\A O O 

4-1 .oo(on,m),^.4o-z.0o( J n,m;,^. / y-Z.aU(l n,m),3.u4-o.3 
8(6H,m).4.95(2H,s),7.19-7.27(1H,m),7.32-7.40(2H,m),8. 
04-8.11 (2H,m). 


13 




MS;289. 


14 




NMR(CDCl3);0.92(3H,t,J=7.3Hz), 1.46-1. 59(2H,m),2.30- 
2.46(2H,m),2.58(4H,t,J=4.7Hz),2.91(4H.t,J=4.7Hz),4.77 
(2H,s),7.24(1H,tt,J=2.0Hz,6.1Hz),7.33-7.39(2H.m).8.07- 
8 12(2H 


15 




NMR(CDCl3);1 .66-1 .77(2H,m), 1 .82-1 .94(2H,m),2.00-2.1 1 
(2H,m),2.42-2.52(4H,m),2.74-2.86(1H.m),2.91(4H.t.J=5. 
0Hz),4.77(2H,s),7.20-7.27(1H,m),7.32-7.40(2H.m),8.06- 
8.12(2H,m). 


16 




MS;343. 


17 




NMR(DMSO-d6);2.86-2.94(4H,m),3.26-3.31(4H,m),6.80- 
6.85(2H,m),6.95-7.01(2H,m),7.18-7.27(2H,m),7.31-7.39 
(2H,m),8.07-8.14(2H,m). 
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m2m) 



Rex 


R 


Data 


18 


(J Vn. 


NMR(CDCl3);2.69(4H.t.J=4.7Hz). 

2.89(4H.t,J=4.7Hz).3.56(2H,s). 

4.77(2H,s),7.20-7.39(8H,m),8.02-8.13(2H,m). 


19 




NMR(CDCl3);2.61-2.67(6H,m),2.88-2.96(4H,m).3.36{3H, 
s),3.53(2H,t,J=5.5Hz),4.80(2H,s),7.24(1H,tt,J=2.0HZ!7.4 
Hz),7.32-7.40(2H,m),8.06-8.12(2H,m). 


20 


k N 


NMR(CDCl3);2.70-2.76(4H,m),2.87(2H,t,J=5.7H2),2.90- 
2.95(4H,m),4.13(2H,t,J=5.7Hz),4,81(2H,s),6.89-6.98(3H, 
m).7.21 -7.40(5H.m).8.07-8. 1 3(2H, m). 


21 




NMR(CDCl3);1.68-1.87(9H,m),2.49-2.65(6H,m),3.12-3.2 
1 (2H,m),4.81 (2H,s),7.22(1 H,tt,J=1 .3Hz,8.9Hz),7.29-7.36 
(2H,m),8.08-8.14(2H,m). 


22 




MS;343. 


23 


On- 


NMR(CDCl3);1.62-1.74(8H,m),3.07(4H,t,J=5.5Hz),4.97(2 
H.s),7.1 9-7.24(1 H,m),7.31-7.39(2H,m),7.97-8.04(2H.m). 


24 




NMR(CDCl3);1.85-1.94(2H,m),2.39(3H,s),2.62-2.71(4H. 
m).3.16-3.22(4H,m),4.79(2H,s),7.24(1H,tt,J=2.0Hz,7.3H 
z),7.32-7.39(2H,m),7.92-8.03(2H,m). 
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(^3) 




Rex 




Data 


25 




MS;355. 


26 




MS;356. 


27 




MS;356. 


28 




MS;356. 


29 




MS;278. 


30 




MS;321. 


31 




MS;335. 


32 




MS;347. 


33 




MS;375. 
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Rex 


R 


Data 


34 




NMR(DMS0-d6); 1 .45-1 .54(2H,m),1 .62-1 .74(4H,m),2 .72 
(4H,t,J=5.1Hz),6.90(2H,s),7.97(2H,dd.J=1.5Hz.4.6Hz),8. 
53(2H,dd,J=1.5Hz,4.6Hz). 


35 


cr 

N 


NMR(DMS0-d6);1 .44-1 .54(2H,m), 1 .59-1 .68(4H,m),2.71 
(4H,t, J=5.3Hz),6.88(2H,s),7.38(1 H,dd, J=4.8Hz,8. 1 Hz).8. 
35(1 H.dt, J=1 .8Hz,8.1 Hz),8.39(1 H,dd, J=1 .8Hz,2.7Hz),9.1 
9(1H,d,J=2.7Hz). 


36 




NMR(CDCl3);1.49-1.58(2H.m),1.66-1.76(4H,m),2.82(4H, 
t.J=5.3Hz),4.83(2H,s),7.63-7.74(2H,m),8.27-8.32(1H,m), 
8.66-8.71 (IH.m). 


(^5) 

R N 


Rex 


R 


Data 


37 




NMR(DMSO-d6);1.11-1.26(5H,m),1.52-1.61(1H,m),1.69- 
1.82(4H,m).2.20-2.31(1H,m),2.27-2.60(4H,m),2.66-2.74 
(4H,m),6.71(2H,d,J=8.6Hz).7.87(2H,d,J=8.6Hz),9.36(1H, 
s). 


38 


qr 

OH 


NMR(DMS0-d6); 1.11-1 .26(5H,m), 1 .52-1 .62(1 H.m), 1 .69- 
1 .83(4H,m).2.20-2.31 (1 H,m),2.60-2.66(4H.in).2.69-2.76 
(4H,m),6.58-6.63(1H.m).7.11(1H.t.J=7.7Hz),7.50-7.57(2 
H,m),9.20(1H,s). 


39 




NMR(DMS0-d6); 1 .05-1 .27(5H,m), 1 .52-1 .62(1 H,m),1 .68- 
1 .82(4H.m).2.20-2.31 (1 H,m),2.58-2.66(4H.m),2.68-2.76 
(4H,m).6.81(2H.s),7.17(2H,t,J=9.0Hz),8.06-8.14(2H,m). 


40 


F 


MS;361. 
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R' 





R 




41 

; \ * 


a. 


MS;361. 


42 




MS:357. 


43 




MS;377. 






FAB-MS(M)*;372. 


45 




MS;415. 


46 


ivie 


MS;357. 


47 


CI 


MS;377. 


48 


Br 


MS;421,423. 


49 


OMe 


MS;373. 


50 




MS;379. 


51 


F 


MS:379. 
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Rex 




Data 


52 




MS;379. 


53 


CI 


MS;411. 


54 


01 


MS;395. 



3,5--:?p{ h=^v'^S#^570 mg. THF 10 ml ^1<?^T^^»© DMF 

^t/i£^b^;r:=^/vo.4 ml ^;tjpx.. ^?atc:#ia^ 3 ^^«#Lfco 

#e>nfca^(C##^J 2 O^b-a-'^ 620 mg. t' y i^^V lO mi <^^l^<lr^ 
yM,^tf^h^v::7^-KHL. ^=¥i^i/-EtOAc (3:1) vmBiLfCo ^<D 

mm^ 0.65 miim^uth<m^Lit'^. mmtrmBW^i^tcc '^htitcmm^ 

T-fe h ^ by yl^ j; «9 n^^B U 641 mg <D 3,5- h i^-N-(5-^/V/}> y ^-4--f 

^H-NMR(DMS0-d6) : 5 2.87-2.95 (4H^), 3.75-3.78 (4H,m), 3.83 (6H,s), 6.74 
(lH,t,J=1.9Hz), 7.28-7.32 (3H,m), 7.44 (2H,y=7.8Hz), 8.13-8.18 (2H,m), 12.50 
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(lH,brs). 
FAB-MS(M+H)* : 425. 
MM. rC) : 169-172. 

m^m 3 9 (Dit^m 1.60 g. thf 30 mi mmi^. 2-7^ h w y =3 ^^^m 680 

mg. WSC-HC11.02g^;bPx. mm.KX 4 BfnmWl^fCo RmWi^mi^Wm 

yJ>^^^'^V^jy>{— Xmm. : ^^f->'-EtOAc==5 : 1-2 : 1) JCTi^^. 
:L(0^(r>-k EtOAc 20 ml-EtOH 25 ml (O^-^^Wi^W^ 4M it^-EtOAc ^ 
WL^221vcAM7L\^\th< bfc^. ^If ttli^ ^M^; 822 mg © N-[5-(4-v^i5' u 
^:^,i//Vt'^7'^?y-l-^/VHK4-7/^^t=' 7it=>'^)^T>'— /V-2->f /l^]-2-^ h 

'H-NMR(DMS0-d6) : h 1.09-1.18 (lH,m), 1.21-1.36 (2H^), 1.41-1.54 (2H,m), 
1.58-1.69 (lH,m), 1.80-1.89 (2H,m), 1\4-11S (2H^), 3.16-3.40 (7H,m), 3.48-3.57 
(2H,m), 3.93 (3H,s), 7.28 (2H,t,J=9.3Hz), 7.45 (lH,s), 7.56 (lH,dd,J=1.4Hz,5.4Hz), 
8.12-8.19 (2H,m), 8.37 (lH,d,J=5.4Hz), 11.15 (lH,brs), 12.86 (lH,brs). 

FAB-MS(M+Hf : 496. 

ill^ CC) : 263-266. 

3 9 (D^h^m 360 mg. DMF 10 ml ^Mt^. 3-i57 n n -4- 1 K n ^ 
m 345 mg. WSC-HCl 383 mg. 1- 1 K n h y r ^/-/l' 270 mg. 4-(v^ 

7^^;VT^/)t°i;i>V244mg^^JPx.. Mm^h90 V'^X^M.V 4 ^mmWL 

tco 7K^ipx.fc^. EtoAc i^xmmu ^mm^. tk. ma ■ 



wo 02/062775 



PCT/JP02/00755 



25 

^)VlJ7 2^^'^'^V^yy C^MI^ : ^^1^:/-EtOAc=5 : 1~1 : 1) \Z.X 
;i © '^j (D ^ EtOAc 15 ml \rM^ L> 0.1 M It^^-EtOAc ^?^Sr X.dxxAMx. 
\^\lh<W^\.tzM.s ^mJi^^^s 57mg(D3-i^nc2-N-[5-(4-v'i5^n^dr^'/i. 
7 i^-1-^ /V)^(4-7/l/;r d :7 31 -/P')^T /V-2-^ /V]-4- fc K P ^ 

^H-NMR(DMS0-d6) : 6 1.09-1.50 (5H,m), 1.59-1.69 (IH^), 1.81-1.91 (2H,m), 
2.09-2.19 (2H^), 3.08-3.44 (7H,m), 3.52-3.60 (2H^), 7.09 (lH,d,J=8.3Hz), 7.27 
(2H,t,J=8.8Hz), 7.94 (lH,dd,J=8.3Hz,1.9Hz), 8.11-8.21 (3H^), 9.85 (lH,brs), 11.16 
(lH,s), 12.45 (lH,s). 

FAB-MS(M+H)* : 515. 

'BM CC) : 270-272(decomposed). 

mm A. 

7 (D^b-^i^ 330 mg. EtOH 5 ml, THF 5 ml (DW^\C. 7K?^T 1M tK^ 
!j7A7jc^?g 0.80ml tr;tJPx.fCo ^ia{c#?fi=^ 8 0 Uyto WJ^WL\z. 
IM i^^TK^S^O.SOmlJ^tJ^TK^AP^x ^nxxi!r^)VMz.xWii\^1^. -Mmm^U 

9:1) T^wLfdo ^(ommu-^WLB-ymmu nhfif:.mt^mmt>h^ 

52 mg (^) l-{2-[(3.5-i;^^ h^V'<:/y-f ;l')T ^ /H-^^c^/k^T 

*H-NMR(DMS0-d6) : 6 1.69-1.82 (2H,m), 1.90-1.99 (2H^), 2.37-2.46 (IH^), 
2.67-2.76 (2H,m), 3.09-3.17 (2Ktm), 3.83 (6H,s), 6.73 (lH,t.J=2.0Hz), 7.25-7.31 
(3H,ni), 7.44 (2H,t,J=7.3Hz), 7.13 (2H,d,J=7.3Hz), 12.40 (lH,brs). 

FAB-MS(M+H)* : 468. 
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MMM 3 8 (Oit^m 300 mg. MeOH 10 ml (DW^K, 1M ^mti- h 

V ^M.Ti^mn 0.71 ml ^M^fco 7mr i m^mwi^tcm. m mmymmoji 
ml ^MK.xmEtr^m^^^vfto ^itiK^^n^/vM^Rx^^ma^wmi-h 

^vy^-KHU ^^i^y-EtOAc (1 : 1) -e^ttibfCc -tO^ttllfP^Mff 
Tii^b. #fetL^ca^*EtOAc 10 mH^mmU ^tl\^4M :^i^-EtOAc ^ 
0.41 mliP;t.^ffl.iCT 3 ^mMW bfCo^fftH LfcB^^Um U 144 mg (D N-[5K4- 

*H-NMR(DMS0-d6) : 5 0.61-1.18 (IH^), 1.21-1.33 (2H,m), 1.40-1.53 (2H^), 
1.59-1.67 (lH,m), 1.81-1.89 (2H,m), 2.15-2.23 (2H^), 3.17-3.38 (7H^), 3.49-3.57 
(2H,m), 6.89 (2H,d,J=8.8H2), 7.31 (lH,t,J=7.8Hz), 7.45 (2H.t,J=7.8Hz), 8.01 
(2H,d,J=8.8Hz), 8.12 (2H,d,J=7.8Hz), 11.03 (lH,brs), 12.28 (lH,brs). 

FAB-MS(M+H)^ : 463. 

Sir. ±t^mMm i <D:^mt mm^ vxm e s \^^-rmmm ? ~ 3 e o 

3 7 ~ 3 9 (Dit^m^, ±iBiiW!i 4 (Di3^tnm\^ lt^ e \^7ri-tmmm e 
(Dit^m. ^MtiMjt^-r^mmi^^LxmmLito 

Ex : mMmm^ 

R. At : -^^^(DM^m (Ac : T±^M 

salt : m. mmm lyv-w-inci: mmm 
mp : m 
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(^6) 



"YS^H OMe 
OMe 



Ex 


R 
(Salt) 


Data 


6 


HO-C^'^^ 


NMR(DMS0-d6); 1 .54-1 .59(1 H,m), 1 .61 -1 .73(1 H.m), 1 .7 

4-1.85(1H,m),1.87-2.00(1H,m),2.61-2.72(2H,m),2.84(1 

H,t,J=9.8Hz),2.94-3.04(1H,m),3.19-3.26(1H,m),3.84(6 

H s) 6 74(1H s) 7 25-7 32(3H m) 7 43(2H t J=7 3Hz) 8 

12(2H,d,J=7.3Hz),12.43(1H,birs). 

MS;468. 


7 




NMR(DMSO-d6);1.06(3H,t,J=7.3H2),1.70-1.83(2H,m).1 

.89-2.01(2H.m),2.74(2H,t,J=9.3Hz),3.10-3.18(2H.m).3. 

28-3.31 (1 H,m),3.83(6H,s),4.1 2(2H,q, J=7.3Hz),6.73(1 H 

,s),7.25-7.31(3H,m),7.44(2H.t,J=7.4Hz),8.12(2H,d,J=7. 

4Hz),12.46(1H,s). 

MS;496. 


8 


EtO^C"^'^^ 


NMR(DMSO-d6);1.14(3H,t,J=6.8Hz),1.56-1.72(2H,m),1 

.75-1 .84(1 H,m),1 .85-1 .96(1 H,m),2.67-2.82(2H,m),2.88- 

3.01(2H,m),3.17-3.24(1H,m),3.84(6H,s),4.15(2H,q,J=6. 

8Hz),6.74(1H,s),7.26-7.32(3H,m),7.41(2H,t,J=7.9Hz),8. 

1 0(2H,d, J=7.9Hz), 1 2.48(1 H,s). 

MS;496. 


9 


(HCI) 


NMR(DMSO-d6);1.82-1.89(4H,m),2.73-3.40(4H,m),3.8 
3(6H,s),6.70-6.78(1 H,m),7.23-7.50(5H,m),7.73-8.01 (2 
H,m),1 2.29(1 H.brs). 
MS;410. 


10 


MejN 
(HCI) 


NMR(DMSO-d6);2.24-2.38(2H.m),2.72(3H,d,J=4.4Hz), 

2.77(3H.d.J=4.4Hz),3.04-3.14(1H.m),3.21-3.36(2H,m)3 

.46-3.53(1 H,m),3.84(6H,s).3.96-4.05(1 H,m),6.74(1 H.s), 

7.27-7.34(3H,m).7.44(2H.t.J=7.4Hz).7.95(2H,d.J=7.4H 

z),12.51(1H,brs). 

MS;453. 


11 


Ox 

(HCI) 


NMR(DMSO-d6);1 .50-1 .58(2H,m),1 .64-1 .71(4H,m),2.8 

7(4H,t,J=4.9Hz),3.83(6H.s),6.73(1H,t,J=2.0Hz),7.24-7. 

30(3H,m),7.43(2H,t.J=7.8Hz),8.15(2H,d,J=7.8Hz),12.4 

4(1H,brs). 

MS;424. 


12 


(HCI) 


NMR(DMSO-d6);2.83(3H,d,J=4.9Hz),3.16-3.35(6H,m), 

3.41-3.52(2H,m),3.84(6H.s),6.75(1H,t,J=2.4Hz),7.28-7. 

35(3H,m),7.46(2H,t,J=7.3Hz).8.14(2H.d.J=7.3Hz),11.3 

7(1 H,brs),1 2.60(1 H.brs). 

MS;439. 
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mem) 



RyS^H OMe 
OMe 



Ex 


R 

. (Salt) 


Data 


13 


(HCI) 


NMR(DMS0-cl6);1. 54-1 .66(2H,m).1. 83-1. 92(2H,m),2.7 
0-2.78(2H.m).3.04-3.14(2H.m),3.63-3.70(1 H,m),3.83(6 

n,S;,D. / o\\r\fS),( .Zo~f .o 1 ^orl,ni;, ^ .*fo^2.n,i,J— / .onZ/,o. 

14(2H,ci,J=7.8Hz),12.44(1 H.brs). 

MS;440. 


14 


(HCI) 


NMR(DMS0-d6);1 .21 -1 .31 (1 H,m),1 .56-1 .68(1 H.m),1 .7 
1-1 .83(1 H,m),1 .85-1 .95(1 H, m),2.40-2.48(1 H,m),2.55-2. 
62(1H,m),2.95-3.23(1H.m).3.10-3.18(1H,m),3.64-3.73( 
1 n,m;,o.oo(br1,s;,D. / 4(1 n,S), / .20-/ .o.t(on,m;, / .4o(2n, 
t,J=7.8H2),8.13(2H.d,J=7.8Hz).12.45(1H,brs). 
MS;440. 


> 

16 


HgNOC ^ 

(HCI) 


NMR(DMS0-d6);1 .41-1 .52(1 H,m),1 .60-1 .72(1 H,m),1 .7 
4-1 .82(1 H,in),1 .86-1 .95(1 H,m),2.52-2.63(2H,m),2.69-2. 

7^5/1 l-J r¥i\ ri'i 1 i Ul lVl^ l/l OO/i Ul m\ QQ^AU e\ 

/op n,rnj,o.Uo-o.lU^ I rl,mj,o.l*l'-o.ZZ( l n,rn^o.oo^Dn,S; 
,6.47(2H,brs),6.73(1 H,t, J=2.5Hz),7.26-7.31 (3H,m),7.43 
(2H,t,J=7.3Hz),8.12(2H,d,J=7.3Hz),12.47(1H.brs). 
MS:467. 


16 


(HCI) 


NMR(DMSO-d6);0.95(3H,t,J=6.8Hz),1.07(3H.t.J=6.8Hz 
),1. 43-1. 57(1 H,m),1. 73-1 .84(3H,m),2.60-2.72(2H,m),2. 
00-^.90^ 1 n,rTij,iC.yy-o.uD^T n,iTij,o.i l-o,oy^o^,^Tlj,o.oo^ 
6H,s),6.73(1 H.t, J=2.5Hz).7.26-7.31 (3H,m),7.44(2H,t, J= 
7.3Hz),8.15(2H,d.J=7.3Hz).12.47(1H,brs). 
MS:523. 


17 


(HCI) 


NMR(DMS0-d6);1 .30(3H,t, J=6.8Hz),3. 1 6-3.34(8H,m).3 

.51-3.60(2H,m),3.84(6H,s),6.75(1H.t,J=1.9Hz),7.24-7.3 

6^3H m) 7 46^2H t J=7 SHz^ 8 13r2H d J=7 8Hz^ 11 00( 

1H,brs),12.60(1H,brs). 

MS;453. 


18 


(HCI) 


NMR(DMSO-d6);0.94(3H,t, J=7.3Hz),1 .71 -1 .83(2H,m),3 
.05-3.13(2H,m),3.13-3.31(6H,m),3.52-3.58(2H,m),3.84( 
6H,s),6.75(1 H.t, J=1 .9Hz),7.24-7.36(3H,m),7.45(2H,t, J= 
7.8Hz),8.13(2H.d,J=7.8Hz),11.25(1H,brs),12.59(1H.brs 

). 

MS;467. 


19 


(HCI) 


NMR(DMSO-d6);1.66-1.82(2H,m),2.13-2.22(2H,m),2.4 

1-2.49(2H.m),3.01-3.13(2H,m),3.20-3.30(4H,m),3.39-3. 

44(2H,m),3.74-3.80(1 H,m),3.83(6H.s),7.30(1 H,t, J=2.4 

Hz),7.29-7.35(3H,m),7.47(2H,t,J=7.8Hz),8.12(2H,d,J=7 

.8Hz),11 .65(1 H,brs),12.59(1 H.brs). 

MS;479. 
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S H OMe 

OMe 



Ex 


D 
K 

(Salt) 


Data 


20 


(HCI) 


NMR(DMS0-d6);1 .06-1 .1 8(1 H,m),1 .21 -1 .34(2H,m), 1 .4 
1 -1 .53(2H,m), 1 .59-1 .67(1 H,m), 1 .81 -1 .90(2H,m),2. 1 6-2. 
24(2H,m),3.1 7-3.41 (7H,m),3.50-3.59(2H,m),3.83(6H,s) 
,6.75(1 H,t, J=1 .9Hz),7.27-7.35(3H,m),7.46(2H,t, J=7.8H 
z),8.12(2H,cl,J=7.8Hz).11.10(1H,brs).12.59(1H,brs). 
MS;507. 


21 


(HCI) 


NMR(DMSO-cl6);3.21-3.31(4H,m),3.50-3.59(4H,m),3.8 

4(6H,s).6.75(1H,t,J=1.9Hz),7.10-7.20(1H,m),7.28-7.34( 

3H,m),7.38-7.50(6H,m).8.20(2H,d.J=7.9Hz),12.56(1H, 

brs). 

MS;501. 


22 


(HCI) 


NMR(DMSO-d6);3.22-3.40(8H,m),3.83(6H,s),4.42(2H,d 

,J-4.4nZ;,o./o^1n,i,J-^.4nZ),/ .2/-/.oo(on,ni;,/.41-/. 

50(5H,m),7.66-7.72(2H.m).8.12(2H,d,J=7.3Hz),11.38(1 

H,brs),12.59(1H,brs). 

MS;515. 


23 


(HCI) 


NMR(DMSO-d6);3.20-3.43(1 1 H,m),3.54-3.61 (2H,m),3.7 
6-3.81 (2H,m),3.83(6H,s),6.75(1 H.t, J=1 .9Hz).7.28-7.36( 

H,brs),1 2.59(1 H.brs). 
MS;483. 


24 


(HCI) 


NMR(DMSO-d6);3.24-3.32(4H,m).3.39-3.50(2H,m),3.6 
2-3.71 (4H,m),3.84(6H,s),4.49(2H,t.J=4.9Hz),6.75(1H,t, 
J=2.4Hz).6.98-7.06(3H,m).7.29-7.37(5H,m),7.46(2H,t.J 
=7.8Hz),8.1 5(2H,d, J=7.8Hz), 1 1 .50(1 H.bre), 12.59(1 H,b 
rs). 

MS;545. 


25 


(HCI) 


NMR(DMSO-d8);1.83-2.05(6H,m).2.11-2.19(2H,m),2.70 

(2H,t,J=10.3Hz),3.01-3.11(2H,m),3.20-3.31(3H,m),3.47 

-3.56(2H,m),3.83(6H,s),6.74(1 H.t, J=1 .9Hz),7.28-7.33(3 

H,m),7.44(2H,t.J=7.8Hz),8.13(2H,d,J=7.8Hz),11.16(1H, 

brs),12.51(1H,bre). 

MS;493. 


26 


(HCI) 


NMR(DMS0-d6);1 .32-1 .50(1 H,m),1 .68-1 .76(1 H,m),1 .7 
7-1.99(6H,m),2.06-2.26(2H,m),2.74(2H,t,J=11.2Hz),2.8 
7-3.00(2H,m),3.22-3.36(3H,m),3.41-3.49(2H,m),3.83(6 
H,s),6.74(1H,t,J=2.4Hz).7.27-7.33(3H,m),7.44(2H,t,J=7 
.3H2),8. 1 1 (2H,d, J=7.3Hz), 1 0.52(1 H.brs). 1 2.61 (1 H.brs). 
MS;507. 
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RyS H OMe 
OMe 



Ex 


R 
(Salt) 


Data 


27 


On- 
(HCI) 


NMR(DMSO-d6);1.60-1.74(8H,m),3.14(4H,brs),3.87(6H 

,s),6.73(1H,s),7.24-7.32(3H.m).7.71(2H,t,J=6.8Hz),8.0 

1(2H,d.J=6.8Hz),12.39(1H,brs). 

MS:438. 


28 


Me-N^N^ 
(HCI) 


NMR(DMSO-d6);2.02-2.1 3(1 H,m),2.1 6-2.29(1 H,m),2.8 

0(3H,d,J=4.9H2),3.19-3.35(5H,m).3.40-3.55(2H,m),3.5 

9-3.65(1H,m),3.84(6H,s),6.74(1H,t,J=2.0Hz).7.28-7.34( 

3H,m),7.48(2H.t,J=7.4Hz).8.00(2H,d.J=7.4Hz),1 1.37(1 

H,brs),12.51(1H,brs). . 

MS;453. 


OMe . 


Ex 


R 
(Salt) 


Data 


29 


cr 

(HCI) 


NMR(DMSO-d6);1 .56-1 .64(2H,m), 1 .73-1 .81 (4H,m),3.0 

0(4H,t,J=4.9Hz),3.84(6H,s),6.76(1H,t,J=1.9Hz).7.29(2 

H,d,J=1.9H2),8.47(2H,d,J=6.3Hz).8.88(2H,d,J=6.3Hz), 

12.71 (1H,s). 

MS;425. 

mp;264-265(decotnposed). 


30 


Q' 

(HCI) 


NMR(DMS0-d6);1 .53-1 .62(2H,m). 1 .70-1 .78(4H,m),2.9 
3(4H,t,J=4.4Hz),3.84(6H.s),6.75(1H,t,J=2.0Hz),7.29(2 
H.d,J=2.0Hz),8.10(1H,dd,J=5.8Hz,8.3Hz),8.82(1H,d,J= 
5.8Hz),9.03(1 H,d,J=8.3Hz),9.38(1 H,s).1 2.69(1 H.s). 
MS;425. 


31 


(HCI) 


NMR(DMS0-d6);1 .54-1 .62(2H,m), 1 .71-1 .80(4H.m).3.0 
4(4H,t,J=4.9Hz),3.84(6H,s),6.77(1H,t,J=2.0Hz),7.27(2 
H.d, J=2.0Hz),7.81 (1 H,t, J=5.4Hz).8.43(1 H.d, J=8.3Hz),8 
.55(1H.t,J=8.3Hz),8.82(1H,d.J=5.4H2).12.70(1H.brs). 
MS;425. 
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(^8) 



s H OMe 
OMe 



Ex 


R 
(Salt) 


Data 


32 


HoXX 

(HCI) 


NMR(DMS0-d6); 1 .04-1 . 1 9(1 H,m).1 .21 -1 .34(2H.m),1 .4 

n 1 R^fovA m^ i f^ft^i pn/i t-i m\ i fin i aq/oui m\ 0 1 c; o 
u- 1 .oo^^n,mj, 1 .oo- i,oo\ 1 ri,m;, i .ou-i .09^iLn,m^^.io~z. 

24(2H,m),3.14-3.36(7H,m),3.49-3.57(2H,m),3.83(6H,s) 

,6.74(1 H.t.J=1 .9Hz),6.85(2H,d, J=8.8Hz),7.29(2H,d,J=1 

.9Hz),7.94(2H,d. J=8.8Hz). 1 1 .05(1 H.brs), 1 2;52(1 H.brs). 

MS;523. 


33 


OH 
(HCI) 


NMR(DMS0-d6);1 .05-1 .19(1 H,m),1 .20-1 .35(2H,m),1 .3 
9-1 .54(2H,m),1 .57-1 .88(1 H,m), 1 .80-1 .89(2H,m),2.15-2. 
25(2H,m),3.19-3.39(7H.m),3.49-3.59(2H,m),3.83(6H,s) 
,D. / 1 n,aa,J— 1 .onz, / .onZj,o. / ^\ \ n,i,J— 2:.4nZy, r .^o( i 
H,t,J=7.8Hz).7.29(2H,d,J=2.4Hz),7.54(1H,d,J=7.8Hz),7 
68(1 H.t,J=1 .5Hz), 1 0.83(1 H.brs). 1 2.55(1 H.brs). 
MS;523. 


34 


(HCI) 


NMR(DMSO-d6);1.09-1.18(1H,m),1.20-1.35(2H,m),1.4 
1-1 .54(2H,m).1 .58-1 .68(1 H,m).1 .80-1 .91(2H,m),2.14-2. 
26(2H,m),3.19-3.38(7H,m),3.51-3.57(2H,m),3.84(6H,s) 
6 75MH t J=1 9Hz^ 7 24-7 31 ^4H 8 13-8 20^2H 
11.15(1H,brs).12.60(1H.bre). 
MS;525. 


35 


pr 

F 

(HCI) 


NMR(DMS0-d6);1. 05-1.1 9(1 H.m),1 -20-1. 38(2H,m),1. 4 
1-1.54(2H,m),1.57-1.68(1H,m),1.80-1.91(2H,m),2.14-2. 
25(2H.m),3.1 8-3.41 (7H,m),3.51-3.62(2H,m),3.83(6H,s) 
,6.75(1 H,t.J=2.0Hz),7.1 6(1 H,dt.J=2.0Hz,8.8Hz).7.29(2 
H,d,J=2.0Hz),7.50(1 H,dd,J=8.8Hz,13.1 Hz),7.86(1 H.d.J 
=1 3. 1 Hz).8.01 (1 H.d,J=8.8Hz).1 1 .07(1 H,brs),1 2.60(1 H, 
brs). 
MS;525. 


36 


(HCI) 


NMR(DMSO-d6);1.05-1.14(1H.m),1.16-1.30(2H,m),1.3 

1-1 . 46(2H,m),1. 56-1 .64(1 H,m),1. 77-1 .85(2H,m),2.06-2. 

15(2H,m),2.93-3.04(2H,m),3.12-3.22(3H,m),3.23-3.33( 

2H,m),3.43-3.51 (2H,m),3.83(6H,s),6.74(1 H.t, J=2.0Hz), 

7.25-7.32(4H,m),7.41 -7.48(1 H,m),7.61 (1 H,dt. J=2.0Hz, 

7.4Hz),10.74(1H.brs).12.64(1H,brs). 

MS;525. 
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(^9) 

Q 




Ex 


Ar 
(Salt) 


Data 


37 


OMe 
(HCI) 


NMR(DMS0-d6); 1 .05-1 .1 9(1 H,m), 1 .23-1 .35(2H,m),1 .4 

1-1.54(2H,ni).1.58-1.67(1H,m),1.82-1.92(2H,m),2.18-2. 

24(2H,m),3.18-3.39(7H,m),3.51-3.36(2H,m),3.93(3H,s) 

,7.33(1 H,t, J=7.3Hz),7.42-7.49(3H,m),7.55(1 H.dd, J=1 .6 

Hz,5.4Hz),8.11(2H,d,J=7.3H2),8.37(1H,d,J=5.4H2),11. 

03(1H,brs),12.84(1H,brs). 

MS;478. 


38 


-Q^OAc 
(HCI) 


NMR; 1 .07-1 . 1 9(1 H.m), 1 .21 -1 .35(2H,m),1 .38-1 .54(2H, 

m),1.58-1.68(1H,m),1.80-1.89(2H,m).2.15-2.23(2H,m), 

2.32(3H.s).3.17-3.37(7H,m),3.61-3.58(2H.m),7.29-7.35 

(3H,m).7.46(2H,t,J=7.3H2),8.12(2H.dd,J=1.5Hz,8.3Hz), 

8.15(2H.dd,J=1.5Hz,8.3Hz).10.90(1H,s),12.62{1H,s). 

MS;505. 

mp;241 -244(decom posed). 


(*10) 

s H OMe 


Ex 


R 

(Salt) 


Data 


39 


Q 

OH 
(HCI) 


NMR(DMS0-d6);1 .02-1 .19(1 H,m),1 .20-1. 35(2H,m), 1.4 

1-1 .54(2H,m).1 .57-1 .68(1 H,m),1 .77-1 .91 (2H.m),2.15-2. 

24(2H,m),3.20-3.38(7H,m).3.53-3.59(2H,m).3.93(3H,s) 

,6.71(1 H.dd. J=1.9Hz,8.3Hz),7.23(1H,t,J=8.3Hz),7.45(1 

H,s),7.51-7.66(2H,m),7.67(1H.brs),8.37(1H,d,J=5.4Hz) 

,1 0.85(1 H,brs),1 2.80(1 H,brs). 

MS:494. 
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No : 'fb-a'%#-f-. 

R\ R\ At : —^^^(DM.^^ (cPent : n^yf-jV, cHex : i^^ n^^-> 
>'K cHep: n^-f^)V^ nBu : y/W/l/:/'^/K nHex : J fi'-^jV-^^ViX^^ 
iPr : y tVK tBu : U Mor : ^/l^:^ y >'-4-^/V. pipa : 

tf^^i^-yv, pipe : t'-^y Py : t°y di : i^o J^j:*3x El^SOtf 

(0%.^\%WW^W^7Y^-to #or. 'e?IJx.«2-MeO-4-Py«2-pf h ^t/k°y i;?>'-4- 
•^/V^. 3,5-diMeO-Ph \% 3,5-v^p« 4-cHex-l-pipa « n 



(^1 1) 
"N-s h 



No 




R^ 


Ar 


A1 


4-F-Ph 


Mor 


3,5-diMeO-Ph 


A2 


3-Cl-Ph 


Mor 


3,5-diMeO-Ph 


A3 


3-Cl-Ph 


4-cHex-l-pipa 


3,5-diMeO-Ph 


A4 


4-F-Ph 


Mor 


3,5-diF-Ph 


A5 


3-Cl-Ph 


Mor 


3,5-diF-Ph 


A6 


4.F-Ph 


4-cHex-l-pipa 


3,5"diF-Ph 


A7 


3-Cl-Ph 


4-cHex-l-pipa 


3,5-diF.Ph 


A8 


4-F-Ph 


Mor 


2-Cl-6-MeO-4-Py 


A9 


3-Cl-Ph 


Mor 


2-Cl-6-MeO-4-Py 


A10 


4-F-Ph 


4-cHex-l-pipa 


2-Cl-6-MeO-4-Py 


A11 


3-Cl-Ph 


4-cHex-l-pipa 


2-Cl-6-MeO-4-Py 


A12 


4-F-Ph 


Mor 


2-.MeO-6-Me-4-Py 


A13 


3-Cl-Ph 


Mor 


2.MeO-6-Me-4.Py 


A14 


4-F-Ph 


'4-cHex-l-pipa 


2-MeO-6-Me-4-Py 


A15 


3-Cl-Ph 


4-cHex-l-pipa 


2-MeO.6-Me.4-Py 
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(^1 irn^) 



O 



No 






At 


A16 


4-F-Ph 


Mor 


2,6-diMeO-4-Py 


A17 


3-Cl-Ph 


Mor 


2,6-diMeO-4.Py 


A18 . 


4-F-Ph 


4-cHex-l-pipa 


2,6-diMeO-4-Py 


A19 


3-Cl-Ph 


4-cHex-l-pipa 


2,6-diMeO-4-Py 


A20 


4-F-Ph 


Mor 


2-MeO-4-Py 


A21 


3-Cl-Ph 


Mor 


2-MeO-4-Py 


A22 


3-Cl-Ph 


4-cHex-l-pipa 


2"Me04.Py 


A23 


4-F-Ph 


Mor 


3-F-4.HO-Ph 


A24 


3-Cl-Ph 


Mor 


3.F-4.HO.Ph 


A25 • 


4-F-Ph 


4-cHex-l-pipa 


3-F-4-HO-Ph 


A26 


3-Cl-Ph 


4-cHex-l-pipa 


3-F-4-HO-Ph 


A27 


4-F-Ph 


Mor 


3.CM-H0-Ph 


A28 


3-Cl-Ph 


Mor 


3-Cl-4.HO-Ph 


A29 


3-Cl-Ph 


4-cHex-l-pipa 


3-Cl-4-HO-Ph 


A30 


4-F-Ph 


Mor 


3-Br-4-HO-Ph 


A31 


3-Cl-Ph 


Mor 


3-Br^-HO-Ph 


A32 


4-F-Ph 


4-cHex-l-pipa 


3-Br^-HO-Ph 


A33 


3-Cl-Ph 


4-cHex-l-pipa 


3-Br-4.HO-Ph 


A34 


4-F-Ph 


Mor 


3,5-diF-4-HO-Ph 


A35 


3-Cl-Ph 


Mor 


3,5-diF-4.HO-Ph 


A36 


4-F-Ph 


4-cHex-l-pipa 


3,5-diF-4-HO-Ph 


A37 


3-Cl-Ph 


4-cHex-l-pipa 


3,5-diF-4-HO-Ph 


A38 


4-F-Ph 


Mor 


3,5-diCl-4-HO-Ph 


A39 


3-Cl-Ph 


Mor 


3,5-diCl-4-HO-Ph 


A40 


4-F-Ph 


4-cHex-l-pipa 


3,5-diCM-HO>Ph 


A41 


3-Cl-Ph 


4-cHex-l-pipa 


3,5.diCl-4-HO-Ph 


A42 


4-F-Ph 


Mor 


4-AcO-3-F-Ph 


A43 


3-Cl-Ph 


Mor 


4-AcO-3-F-Ph 


A44 


4-F-Ph 


4-cHex-l-pipa 


4.AcO-3-F-Ph 


A45 


3-Cl-Ph 


4-cHex-l-pipa 


4-AcO-3-F-Ph 


A46 


4-F-Ph 


Mor 


4.AcO-3-Cl-Ph 


A47 


3-Cl-Ph 


Mor 


4-AcO-3-Cl-Ph 


A48 


4-F-Ph 


4-cHex-l-pipa 


4-AcO-3-Cl-Ph 


A49 


3-Cl-Ph 


4-cHex-l-pipa 


4-AcO-3-Cl-Ph 


A50 


4-F-Ph 


Mor 


4-AcO-3-Br-Ph 


A51 


3-Cl-Ph 


Mor 


4-AcO-3-Br-Ph 


A52 


4-F-Ph 


4-cHex-l-pipa 


4-AcO-3-Br-Ph 


A53 


3-Cl-Ph 


4-cHex-l-pipa 


4-AcO-3-Br-Ph 


A54 


4-F-Ph 


Mor 


4.AcO-3,5-diF-Ph 


A55 


3-Cl-Ph 


Mor 


4-AcO-3,5-diF-Ph 
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No 


K 


R 


Ar 


A56 


4-F-Ph 


4-cHex-l-pipa 


4-AcO-3,5-diF-Ph 


A57 


3-Cl-Ph 


4-cHex-l-pipa 


4-AcO-3,5-diF-Ph 


A58 


4-F-Ph 


Mor 


4-AcO-3,5-dia-Ph 


A59 


3-Cl-Ph 


Mor 


4-AcO-3,5-diCl-Ph 


A60 


4-F-Ph 


4-cHex-l-pipa 


4-AcO-3,5-diCi-Ph 


A61 


3-Cl-Ph 


4-cHex-l-pipa 


4-AcO-3,5-diCl-Ph 


A62 


3-F-Ph 


Mor 


4-AcO-3,5-diCl-Ph 


A63 


3-F-Ph 


Mor 


2-MeO-4-Py 


A64 


3-F-Ph 


Mor 


3-F-4-HO-Ph 


A65 


3-F-Ph 


4-cHex-l-pipa 


4-AcO-3,5-diCl-Ph 


A66 


3-F-Ph 


4-cHex-l-pipa 


2-MeO-4-Py 


A67 


3-F-Ph 


4-cHex-l-pipa 


3-F-4-HO-Ph 


A68 


3-Br-Ph 


Mor 


4-AcO-3,5-diCl-Ph 


A69 


3-Br-Ph 


Mor 


2-MeO-4-Py 


A70 


3-Br-Ph 


Mor 


3-F-4-HO-Ph 


A71 


3-Br-Ph 


4-cHex-l-pipa 


4-AcO-3,5-diCl-Ph 


A72 


3-Br-Ph 


4-cHex-l-pipa 


2-MeO-4-Py 


A73 


3-Br-Ph 


4-cHex-l-pipa 


3-F-4-HO-Ph 


A74 


3-Me-Ph 


Mor 


4-AcO-3.5-diCI-Ph 


A75 


3-Me-Ph 


Mor 


2-MeO-4-Py 


A76 


3-Me-Ph 


Mor 


3-F-4-HO-Ph 


A77 


3-Me-Ph 


4-cHex-l-pipa 


4-AcO-3,5-diCl-Ph 


A78 


3-Me-Ph 


4-cHex-l-pipa 


2-MeO-4-Py 


A79 


3-Me-Ph 


4-cHex-l-pipa 


3-F-4-HQ-Ph 


ABO 


3-tBu-Ph 


Mor 


4-AcO-3,5-diCl-Ph 


A81 


3-tBu-Ph 


Mor 


2-MeO-4-Py 


A82 


3-tBu-Ph 


Mor 


3-F-4-HO-Ph 


A83 


3-tBu-Ph 


4-cHex-l-pipa 


4-AcO-3,5-diCl-Ph 


A84 


3-tBu-Ph 


4-cHex-l-pipa 


2-MeO-4-Py 


A85 


3-tBu-Ph 


4-cHex-l-pipa 


3-F-4-HO-Ph 


A86 


3,4-diF-Ph 


Mor 


4-AcO-3,5-diCl-Ph 


A87 


3,4-diF-Ph 


Mor 


2-MeO-4-Py 


A88 


3,4-diF-Ph 


Mor 


3-F.4-HO-Ph 


A89 


3,4-diF-Ph 


4-cHex-l-pipa 


4-AcO-3.5-diCl-Ph 


A90 


3,4-diF-Ph 


4-cHex-l-pipa 


2-MeO-4-Py 


A91 


3,4-diF-Ph 


4-cHex-l-pipa 


3-F-4-HO-Ph 


A92 


3-Cl-4-F-Ph 


Mor 


4-AcO-3,5-diCl-Ph 


A93 


3-Cl-4-F-Ph 


Mor 


2-MeO-4-Py 


A94 


3-Cl-4-F-Ph 


Mor 


3-F-4-HO-Ph 


A95 


3-Cl-4-F-Ph 


4-cHex-l-pipa 


4-AcO-3,5.diCl-Ph 
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No 




7^ r 


Ar 


A96 


. 3-Cl-4-F-Ph 


4-cHex-l-pipa 


2-MeO-4-Py 


A97 


3-CI-4-F-Ph 


4-cHex-l-pipa 


3-F-4-HO-Ph 


A98 


3-Cl-Ph 


thiomorpholin-4-yl 


4-AcO-3,5-diCl-Ph 


A99 


3-Cl-Ph 


thiomorpholm-4-yl 


2-MeO-4-Py 


A100 


3-Cl-Ph 


thiomorpholm-4-yl 


3-F-4-HO-Ph 


A101 


4-F-Ph 


thiomorpholin-4-yl 


4-AcO-3,5-diCI-Ph 


A102 


4-F-Ph 


thiomorpholin-4-yl 


2-MeO-4-Py 


A103 


4-F-Ph 


1hioniorpholin-4-yl 


3-F-4-HO-Ph 


A104 


3-Cl-Ph 


1-pipe 


4-AcO-3,5.diCl-Ph 


A105 


3-Cl-Ph 


1-pipe 


2-MeO-4-Py 


A106 


3-Cl-Ph 


1-pipe 


3-F-4-HO-Ph 


A107 


4-F-Ph 


1-pipe 


4-AcO-3,5-diCl-Ph 


.A108 


4-F-Ph 


1-pipe 


2-MeO-4-Py 


A109 


4-F-Fh 


1-pipe 


3-F-4-HO-Ph 


A110 


3-Cl-Ph 


4-Ph-l-pipa 


4-AcO-3,5-diCl-Ph 


A111 


3-Cl-Ph 


4-Ph-l-pipa 


2-MeO-4-Py 


A112 


3-Cl-Ph 


4-Ph-l-pipa 


3-F-4-HO-Ph 


A113 


4-F-Ph 


4-Ph-l-pipa 


4-AcO-3,5-diCl-Ph 


A114 


4-F-Ph 


4-Ph-l-pipa 


2-MeO-4-Py 


A115 


4-F-Ph 


4-Ph-l-pipa 


3-F-4-HO-Ph 


A116 


3-Cl-Ph 


4-(2-Py)-l-pipa 


4-AcO-3,5-diCl-Ph 


A117 


3-Cl-Ph 


4-(2-Py)-l-pipa 


2-MeO-4-Py 


A118 


3-Cl-Ph 


4-(2-Py>l-pipa 


3-F-4-HO-Ph 


A119 


4-F-Ph 


4-(2-Py>l-pipa 


4-AcO-3,5-diCl-Ph 


A120 


4-F-Ph 


4-(2-Py)-l-pipa 


2-MeO-4-Py 


A121 


4-F-Ph 


4-(2-Py)-l-pipa 


3-F-4-HO-Ph 


A122 


3-Cl-Ph 


4-nPr-l-pipa 


4-AcO-3,5-diCl-Ph 


A123 


3-Cl-Ph 


4-nPr-l-pipa 


2-MeO-4-Py 


A124 


3-Cl-Ph 


4-nPr-l-pipa 


3-F-4-HO-Ph 


A125 


4-F-Ph 


4-nPr-l-pipa 


4-AcO-3,5-diCl-Ph 


A126 


4-F-Ph 


4-iiPr-l-pipa 


2-MeO-4-Py 


A127 


4-F-Ph 


4-nPr-l-pipa 


3-F-4-HO-Ph 


A128 


3-Cl-Ph 


4-MeOCH2CH2-l-pipa 


4-AcO-3,5-diCl-Ph 


A129 


3-Cl-Ph 


4-MeOCH2CH2-l-pipa 


2-MeO-4-Py 


A130 


3-Cl-Ph 


4-MeOCH2CH2-l-pipa 


3-F-4-HO-Ph 


A131 


4-F-Ph 


4-MeOCH2CH2-l-pipa 


4-AcO-3,5-diCl-Ph 


A132 


4-F-Ph 


4-MeOCH2CH2-l-pipa 


2-MeO-4-Py 
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O 
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No 


R 


R 


Ar 


A133 


4-F-Ph 


4-MeOCH2CH2-l-pipa 


3-F-4-HO-Ph 


A134 


3-Cl-Ph 


4-PhOCH2CH2-l-pipa 


4-AcO-3,5-diCl-Ph 


A135 


3-Cl-Ph 


4-PhOCH2CH2-l-pipa 


2-MeO-4-Py 


A136 


3-Cl-Ph 


4-PhOCH2CH2-l-pipa 


3-F-4.HO-Ph 


A137 


4-F-Ph 


4-PhOCH2CH2-l-pipa 


4-AcO-3,5-diCl-Ph 


A138 


4-F-Ph 


4-PhOCH2CH2-l-pipa 


2-MeO-4-Py 


A139 


4-F-Ph 


4-PhOCH2CH2-l-pipa 


3-F-4-HO-Ph 


A140 


3-Cl-Ph 


4-cHex-homopiperazin-l-yl 


4-AcO-3,5-diCl-Ph 


A141 


3-Cl-Ph 


. 4-cHex-homopiperazin-l-yl 


2-MeO-4-Py 


A142 


3-Cl-Ph 


4-cHex-homopipera2in-l-yI 


3-F-4-HO-Ph 


A143 


4-F-Ph 


4-cHex-homopiperazin-l-yl 


4-AcO-3,5-diCI-Ph 


A144 


4-F-Ph 


4-cHex-homopiperazin- 1 -y 1 


2-MeO-4-Py 


A145 


4-F-Ph 


4-cHex-homopiperaan-l-yl 


3-F-4-HO-Ph 


A146 


4-Cl-Ph 


cHex-l-pipa 


2-MeO-4-Py 


A147 


4-Me-Ph 


cHex-l-pipa 


2-MeO-4-Py 


A148 


4-MeO-Ph 


cHex-l-pipa: 


2-MeO-4-Py 


A149 


4-Et02C-Ph 


cHex-l-pipa 


2-MeO-4-Py 


A150 


2,4-diF-Ph 


cHex-l-pipa 


2-MeO-4-Py 


A151 


3,5-diF-Ph 


cHex-l-pipa 


2-MeO-4-Py 


A152 


3,4-diCl-Ph 


cHex-l-pipa 


2-MeO-4-Py 


A153 


3-MeO-Ph 


cHex-l-pipa 


2-MeO-4-Py 


A154 


4-F-Ph 


4-(3-Py)-l-pipa 


2-MeO-4-Py 


A155 


4-F-Ph 


4-(4-Py)-l-pipa 


2-MeO-4-Py 


A156 


4-F-Ph 


4-nBu-l-pipa 


2-MeO-4-Py 


A157 


4-F-Ph 


4-nHex-l-pipa 


2-MeO-4-Py 


A158 


4-F-Ph 


4-Et-l-pipa 


2-MeO-4-Py 


A159 


4-F-Ph 


4-iPr-l-pipa 


2-MeO-4-Py 


A160 


4-F-Ph 


4-cPent-l-pipa 


2-MeO-4-Py 


A161 


4-F-Ph 


4-cHep-l-pipa 


2-MeO-4-Py 


A162 


4-F-Ph 


3-(l -pipe)-pyrrolidin-l -yl 


2-MeO-4-Py 


A163 


4-F-Ph 


4-cHex-l-pipa 


3-MeO-4-Me-Ph 


A164 


4-F-Ph 


4-cHex-l-pipa 


3-HO-Ph 


A165 


4-F-Ph 


4-cHex-l-pipa 


3-MeO-Ph 


A166 


4-F-Ph 


4-cHex-l-pipa 


3-F-4-Me-Ph 


A167 


4-F-Ph 


4-cHex-l-pipa 


3-F-4-MeO-Ph 


A168 


4-F-Ph 


4-cHex-l-pipa 


2,5-diF-4-MeO-Ph 


A169 


4-F-Ph 


4-cHex-l-pipa 


2,3-diF-4-MeO-Ph 


A170 


4-F-Ph 


4-cHex-l-pipa 


5-Cl-6-MeO-3-Py 
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